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l < Jir;v*y ^;v*t*ft$^-cv^ ^7yVA;v«i ; -=E;v*y y 
ptr ;v tff ^ ; fflEStJR^dWfc £ *LT v>T & J: v*^ * y y # ^ ^~ ^* ; tFo^f 
~> r ;v * * (±7Km*t?S^ Ztix^&^n u v y 77 ;v ; 7KM*t?g^ $ fi 

7^y w ;vjt-^ vS"tr«^$ fix^x iv^7;v^^x;v*-;vi ; t fc&i, ^: : 

[0 0 6 3 ] 



tB|E# 2004-3122122 



#11 2003-398368 



10/ 



[ft 1 1 1 
R 11 

R 12 -N 

\ 

[0 0 6 4] 

;i/7?y*;v**-;H> 7^y#;v>K— ;v*. 7;V3^y*^**-J>75^*> r;v#y 
^ ;VT5 y^ N 7 ;v 3 y * ;v - i ^ 7 ^ + iv^-eit $ tit 7 5 y*> T 
n,* ; j )v&&i:x) t 7n'*n'&~cw&2fix\<*z>7$ ^o**>ik^ 7i-^It 
ift§tiT^tUv^7;v3^y*, f f77*'J;H, 7 ;v^;v r;v^r 

yVi, 2, 2-77^ + ^-1, 3-yt^y7-^ 2 -^-;V- 4 - TJV^V 
fTV'J-iVi, y^n7WS*it) f 5-7M*-2 l 4 (1H, 3 H) tfV^v 

^v^y^^^^itm^^-em^^tLTv^T^ iv^7;v*/^;vi; y^£ l< j±~ 

ti-Tv^r & «t v^tfv ; L < lit Kn^vT^^^i^ili 

^-cv>& H 0 7y-;v*;v^-^S ; -=e;v*'; z*^-^* ; ^y v;v^v^ r;vn 
^y*;v#-;vi, r;v*y^f;v^ 7tcm»& t < {±*^v^T~«m£*LTv*T & <t 
n V — ; ■f- y y y. Fn y 'j ;v#— ; 7^n^y*jV/f^jH^ 

L < (±r;v^ y ^ tL-cv>^ \L^) ;v^-;v* ; ^citJI^^^ vlfe 

■ei*s*itv^ti iv^f-^-^^^u y *^5j?-^* ; 3 -r;v^;v- 2 , 4 (ih, 3 
H) tr v ^ y>-7iy*;v^;H ; >fcBfe£i L < Ii7^3^->it7^ 

3=- £ tLT v> r % X 7 ;v ^ )V 7 5 y * ;v >K- ; ^cBafet? 7)^* 

7K> s g$l£tLTV^-C & £Wy7;ViriV7 5 y %)\'^=-)l'& ; 7JV3 + yS, 7X@t*^t< 

}iyNU V J >'M : f-"^*^$tfrv^'C iv>7;>3^y*;v*^;H ; tR^^£ L < li^ny 

y7^;V7^^^*-^M^ R 1 2 Hfi&XBL^ttlltr R 2 
5&*^c3H^t?*> «J . Z«HJiCi^7^±-N (R 3 ) -T^^tL^^T^t?, R 3 ^7Xm 

[0 0 6 5] 
[ft 1 2 ] 




[0 0 6 6] 

[0 0 6 7] 
[ft 1 3 ] 

B 1 




[0 0 6 8] 

ffi|E# 2004-3122122 



#SI 2003-398368 



^-v: 11/ 



3 &fcfgm=?-i?& «9 . B 1 n ^ tfzliY V ^ n $V ^ <9 , B 2 

n y > HC^ £ tz ii h V ^ n 7 J * f - & «5 > B 3 iPH&klgfr-t * «5 R 1 tf s 7KM^ ; 

f fete, S: : 
[0 0 6 9] 
[ft 1 4 ] 

R 11 

R 12 -N 

\ 

[0 0 7 0] 

£ ti& &r*$> «9 > R 1 1 tf**Bfc3feT** $Mv^7iV*/^ 19 > R 1 2 & 

Tfc^M-T- $ 7t t± T ;v ^ ;v^-e * & ft£* SLv\ 
[0 0 7 1 ] 

[0 0 7 2] 

ci] o^jm^w^u#&^ lt(±, ^ijx.ii\ urn*!, v 

ssfi, 7v;vii, v^^m^, ?x->mm., 

* ?>X)V*ym.1M., A jn/*>W&L* h^Bfeau ^vr/Sfi> a^SNfi, 

[0 0 7 3] 

*fPJ§<7?ft^% [i] tfcj±^<oHfflfl«jK:W s #Ld**fctt. ^-^55-^-!*]^^^ 
[0 0 7 4] 

*§PJ5<Dft^% CI] ti\ M?-t*^<^Itt#:^ LT^LH^ 

, tf^cy y>iW2fi (fA<7)fIfi) #*R> 4fi (R 1 <D&mtiti **SOft#W 

[ 0 0 7 5] 

^IPJlwft^ CI] ifeli-e-^*aa<Jlwff#L#*^{i, «*Lfc 
g&flUB^ SCSPS#fWffl*fL, PS?L» (^!fxii\ ^'^K 

7xl/^K 5?b, ^AX^' — > ^-9-^r> ^=? N <7v. -^;v> 

th&fc*) «^ L< i±T V;v^-'I4^m (fllxtf, TMf-> ftJtife, ^ 

t££U WUS., «1ff£ife. *^ 'Ja-vfH«^ ggft^Mlrfi^ 

jvE^m in* (iilt r;v^W v-^fr^) , ffiftSBkfc [Mx.te\ & 
«CttJ»«J9l, it^'lttli^ *n->*f, ^l/7-€P6tt09-t>^5A»ttf (#11 x. 
if, AijnA^-.fnijii: 5 ) ^feH'T&M'fif ($lx.te\ fi&, H***^) & ^] 

, mm, wot, mmmig mm. mm, m&m*?) x mm&m& afct^ 
twt, #5&w<0#»jfc^*sft-£to ci] sfett-eonawt^Lfi&ttLii 

[0 0 7 6 ] 

tBSE#2 004-3122122 



#M 2003-398368 ^- v : 12/ 

JV' t/- 77-v3Dy- (European Journal of Pharma 
cology) 2 5 4t, 2 2 1 - 2 2 71 ( 1 9 9 4^) fBfSO^Kig CT\ 

77- vnnv— (European Journal of Pharmacolog 
y) 2 6 5t, 1 7 9 - 1 8 31 (1 9 9 4#) |B*W>:frffifci||CT, -a-nJr^y- 
1 g##f£tfrfl#£ KStl" & flsffl * iO^i" & £ 1 3&*T? § . 7*yf^7i/a-yt-t*-t 
77-vnny- (British Journal of Pharmacolo 
gy) 119t, 9 3 1 - 9 3 61 (1 9 9 6 40 IB^O^fe^iH CT, m.Kkfctt't&ft 
m *MfciT2> Cl § N $ fc> ^t-tA"*^-fnnj;- (Journal of 

Urology), 155%, 3 5 5- 3 6 01 ( 1 9 9 6 40 lEfc^Scfcifc 

[0 0 7 7] 

WMb't&Z.t ^-e # * o tf^ £ g^SS# kUI±, x. J2\ It^'J ( v n y 7\ T 9 tf 
TrfA. 4f5^>\ v;nf7 K 17#>1> if-;vtfn y Fvf) . MMM (?L$f 
> #lt, a 'J>t*VfA, v;vtf y K ^'Jy/f) , flWJ (XfT 

[0 0 7 8 ] 

l±, gPS4^Mi:i^ 0. l~20mg/kg, fcflfrtfO. l-10mg/kg, 
&mn& J 3-(D%t&l,z\± > 0. 01-10mg/kg, h»5^lt0. 01-lmg/kgf 

^Wo-fb^* -JKS: C i ' ] 

[ 0 0 7 9] 

Mb i 5 ] 




[0 0 8 0] 

(^■K fAtttM^f Itv^^ iv^>^f ygi&^U fBlittM^tltv^ 
ivvXf^ ttl^f UTV^f IM^f Ltv^*jV)K"ii/i, 

[ 0 0 8 1 ] 



ffiSE# 2004-3122122 



#fl 2003-398368 



^--J : 13/ 



lit 1 6 ] 
R 11 

R 12 -N 

\ 

[0 0 8 2] 

R 2 fiTltSfUr^ IM^tLTV^^ «£ tMWLtv>tUv^T 
, R 4 a litll^tLt^tU^TiVJfJVS^iL, R 4 b liSI»^rf LTV>T^ 

[0 0 8 3] 
[ftl7] 




ci n 



[0 0 8 4] 

[III] 

[0 0 8 5 ] 
1 8 ] 




[III] 



[0 0 8 6] 

(5£pK fB, R 3 , R 4 a i3 iO^R 4 b {iBU|St|Wi-^P*^^i-^ 0 ) 
[0 0 8 7] 

[0 0 8 8] 
[ft 1 9 ] 

R 11 




[0 0 8 9] 



ffiSE# 2004-3122122 
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^-v: 14/ 



Z(iSlt^J/:tt-N (R 3 ) --C^Sataafc^U SSA, fB, R 1 1 . 
R 1 2 , R 2 , R 3 . R 4a isi^R 4 b ttfriBi: IW|-^P*^^f-r 3o ) 

[0 0 9 0] 

Mb 2 o ] 




[ 0 0 9 1 ] 

SUA, iB, R 1 2 , R 2 . Z. R 4 a iSi^R 4 b fctttflBfcH--*!* 

o ) 

-e^ZH&lt^t-ffit^ [vi] 

R 1 1 -X 2 CV I] 

(^f. r 1 1 immtm—m%*?£L. x 2 t±m^^^-to ) 

[0 0 9 2 ] 

CCft] 

[ 0 0 9 3 ] 
Mb 2 1] 




[0 0 9 4] 

itA, srb, r 2 , z, r 4 a *j;^r 4 b itmmtm—M^z^ir&o ) 

-e^tLMb^tJ^ — «s5; [V I I) 

[0 0 9 5] 
Mb 2 2] 




[0 0 9 6] 

(^tt>> sra, tB, r 2 , z, r 4 a isi^R 4 b immtm-mM&ygL^ r 7 «^ 

X-TFZti&fo&mt-^ (V I - a] 
CH 3 C O S — X 5 CV I - a] 

(5£|*U X 5 {iTfc^^t^Ji^JB^ft-t-o ) 

ffllE# 2004-3122122 
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^-v: 15/ 



[ 0 0 9 7] 

CDS] 

CI] <Dv%, C I — a ) 

[0 0 9 8] 
[ft 2 3] 

D R 2 
[0 0 9 9 ] 

1A, SUB, R 2 , Z, R 4 a iSiCfR 4 b {±|ufBfc|Wl— tft^tt^o ) 

-v&zti&lk&Mte, mkit\ civ) 

[0 10 0] 

' [ft2 4] 




[0101] 

(5**, SUA, ItB. R 2 , Z, R 4 a i3 iCFR 4 b (itu|5t|W[-^P*^^-1-S 0 ) 

[0102] 

CEft) 

*5&m<o4t&'b<o 3 j%* Ci-b) 

[0103] 
lit 2 5] 

R 11 




[0 10 4] 

fA, HB, R 1 1 , R 1 2 , R 2 , Z, R 4 a isitfR 4 b tttfTia fc ftBfc 

*ft^>c ) 

r^$tL^<b«{i> -«ss; civ) 

[0 10 5] 



ffif£#2 004-3122122 



#11 2 0 0 3 - 3 9 8 3 6 8 ^- v : 16/ 



[ft 2 6] 




[0 10 6] 

(pS*. SUA, IftB, R 2 s Z, R 4 a isJ^R 4 b fillfrSBfcra— fc8fc£;rr& 0 ) 

[0 10 7] 
lit 2 7 ] 

R 11 
R 12 

[0 10 8] 

[0 10 9] 

*Hioft^oH, — fe£ C I — e ] 
[0 110] 
Hfc2 8] 




C I -ej 



[0 111] 

SUA, IB, R 2 , Z, R 4 a i3 XX/R 4 b ttffilBfcR— *Bfc*;frU R 1 4 {4 

x^ztiz>4k&mii> Civ] 

[0 112] 
[4b 2 9] 




[0113] 

(5£*, fA, HB, R 2 , Z. R 4 a b JiiWriBfcRI— *lflc*^-&o ) 

^3*LMfr&%fc--«3S; CVI-b] 
X 2 CH 2 R 1 4 C V I — b ] 

mtE# 2004-3122122 



#M 2003-398368 z? : 17/ 

-e^$fL^^%t ££0&$^> nhtiz-MtjS; [vi i i) 

[0 114] 

mz o] 




o ) 



[0 116] 
[0 117] 

[ft 3 i] 




[0 118] 

(^■k sua, jjsb, r 1 , r 2 , r 4 a isi^R 4 b tinriafcra— *i**3(iri-*o ) 

[0 119] 
Mb 3 2] 




CIO 



[0 12 0] 

(5£>K Sit A. R 1 &J;^R 2 i±tuf2fc|W[-«^^-i-S 0 ) 

"emztL&ik&tot—ti&t c 1 1 1 * ] 

[0 1 2 1 i 
[ft 3 3] 




ii'] 



[0 12 2] 



ffifE#2 004-3122122 
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^~-J : 18/ 



[0 12 3] 

[0124] 
Mb 3 4] 

O 



[0 12 5] 

(S;*, w 1 isxzrw 2 (4, ra-*fcf±*&o-cKK3lf**fo ) 
1, 1' ^ ^v*-;K *^oj:H4o^il<, Hitf, 1, 

t Kn7 5>f*Jtiiv»4£ fc**T?#So =frRlSW:> tfflx.WT, 0°C~8 0°C\ ffiL( 

0 *c~ 5 0 ■c-cn^-rs £ t § & o 

[0 12 6] 

$ <b fc, fb/frttf C 1 1 ] t ->i/7fti, 5<: 

[0 12 7] 

Mb 3 5] 

O 

[0 12 8] 

(5* + , W 1 $5£Xrw 2 {4, ra-ifcttft&oTMH**^^ ) 
-IBS*; [I X- a) 
[0129] 
Mb 3 6 ] 



[0 13 0] 

(5£^> at A, R 1 ^ R 2 £4tHV 2 «ttrfSi:|W]-«^*1-^o ) 

tut, ^v>-e, it&m cix- a] *z<DKfcnmm&^m%, w&m ci i n t 





[0131] 
Mb 3 7] 

O 



W 




ffifjE# 2004-3122122 
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^.--J : 19/ 



[0132] 

[IX-b] 

[0133] 
[<b 3 8 ] 



[0 13 4] 

(^tf, sb, r 3 , r 4 a , r 4 b isxvw 2 ammtm-m^^ir^o ) 

[0 13 5] 

RJM41»frt Ltli, Witt, ClX-a) *tzl±4k&® ClX-b] &c£v> 

-C, W 2 ^ 



[0137] 
[0 13 8] 

it&® (II) SfcliffrfrW CI I I) tVlsTikWORltoi*, Mz-l$, 0°C~8 0°C 
, UtL<li, 0°C~ 5 Ot-eiitSi fc^lio iliLtli, KJESKJEIB 



fate® C I X - a ] 4 fclift^ C I X — b ) ^^(DKJB'\±mm^M < KJStt, 3 
3 *RJiStt«l»^SO«rfflv>-r, Wxtf, 0 °C~ 8 0 °C, jff * L < ti> 0°C~ 

f b5t Fn7 7>IMfii>'^-H i tUo 



<e-*LW<0Rjfctt»*fl^frfr* ciii] * fcti^tj ci 1) t<DKfBi±, m.&(D 

#£T\ #!lxJ2\ 0t:~ 8 Ot:, IfiKli, 0t~5 0lC-CiitSii:^ti^o 4 
git Ltl±, Witf, f 'J xf;V7 5 >i if 4:ffiv^ i t^fl, iiHtli, 



it&® ci-c] tit&m cvi] tofcjBte, x 2 &&mm^<DWr&iz, m 

*^yatfc7 5 ^&75 FiMiR£4:Mv^tL^, 1, 1' 

V*-;K 1, 3 -v^v^ n^\dp v;v*;v,i?v-f ^ P\ 1 -xffl/-3- (3-v^f-^7 

5 7 7"nii;v) *^^5Kt»H, ^nu^vWifcliN-^f^WJ 




[0 13 6] 
[4b 3 9 ] 

CH 3 




[0 13 9] 



[0 14 0] 



[0 14 1] 



2004-3122122 
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^-v: 20/ 



[0142] 

fk^u cvii] fc^tf cvi -a] t<DKmit, mz.&, mm^mm^xmm-r^ 

"bti&o - 5 0 °C~ 1 5 0 °C, M t b < ii, lOt-lOOttiSt 

[0143] 

lbi=r% Civ] ostTcafcia, Mtc^Jo^t, it^ £ M ^-emm-f&z-t # ^ 

vftf'J V4 V7*W^5 ->7 A t KV K % tf'J7A ( 2 - ^ h ^ V 

xh^y) 7JV^-7AhF'J K^<75 7;V^7AtF'J Ktfflv>4£i: iflX % 3 0 ttz 

T?§, $IxJ2\ a^y-;K -f h 9 t Kn y ? y^nnpi^yf ^Hffiv^^t^ 
2fcRJBtt, Wii^ - 7 0 °C~MitT\ tS-i L < tt, - 7 0 °C~ 2 0 "C-eHJfe-t 

Sii; £ & o 

[0 14 4] 

[Eft] 

CIV] bft&m CV] fcoEJStt, Jt^ «5Gfi9T5y^KJES^#*t 
2>ZbK£t) m&1r2> £ i § £ o *Mtc$j 75/ ftRJS tt ^ Bfttt^T, TfcSf ft* y 
itf'J7A, > V r-t h^v-7jc^b*^*^- h U 7X*^v7/*>7it h'J^A 
moMiuM * tz 9 v a^cdMtcM fc * &c7K*^n i 19 HJfei" Sit § & 0 
CV] \,z&n&m CX 1 ] ^L-Ctt, **K : 3F-4fctt^cBfc|fe*«»4L<, Mx(4\ 

tIc^m^-, 7Km»> ai&m^ uf-^A«^-*^t±v^*i/^A]R?-3&«^»fe)tL*o mm 

-fbl^H? CV] ^tLtli, ^mm> fttttftlifflv^it^li, #J30SWU 15(1 
x.f£\ - 1 0 °C~ 8 0 °C. U * L < {±> 0°C~3 0 *C S £ fc^U, 

[0 14 5] 

CFft] 

ik&W CIV] tft-^ CVI-b] tOBOSii, «x.tf, &3£<Z>#£T\ S&iMftW 

*„ 4b£* CVI-b] Ki3»7*J&«* CX 2 ] tltli, v-^ 
^;v*;**/^ f 'J 7 x - ;v * 7> 7 ^ - ^ ^ ^ o SItLtit 
*'j7A-tert-7"l«JfyF> h V xf;v7 ^ ;fc8Mb?- h V A^^r^ Sfe, » 

, x. - 3 0 °C~ 8 0 °C, 0$ L < - 2 0 °C~ 3 0 °C7?^ifei-^ it^l^o 
[0 14 6] 

$?z, it^m CVI I I] VmjuKJBte, UHSfc-ttK ^7y>)Afol7c»IJ:*l: 

miE# 2004-3122122 



mi 2003-398368 



^-v: 21/ 



^ ZM&m § & o «J£ Ji, f I] x fi\ 0 °C - 5 0 °C X-mt-t Z> 1 &X § £ 

o 

[0 14 7] 

CG&] 

ci i] tit&m ci 1 1' ] t<^KJS{±, visTimoftteT, mm^mm^ 

[0 14 8] 
lit A 0] 

o 

w^w 2 

[0149] 

T?7K£fL& «£ 7 & ^(D^mfhfl^ho W 1 t LTIi, IWf — f fcf±^*o T-f 5 

1, 1' -*^^;VyM^y"-jK *xr/OJ:^^«f L<, 1, 
1 ' 5 ^ y -"- ;l/N }. v ^ ^ >- f t± ^ ^. 5*>^co jj )]/ 7$=. )v 9 -f 

tFn77^*lifflv^it#t'^ 0 ^BCJftii, flx.lt 0°C~8 0°C, ffJL< 
W\ 0°C~5 0°CT?«1-^-i:^-t?#^o 
[0 15 0] 

§ h fc, *^t±, fb^-t/ (II) t VUTitftk 5* 
[0 15 1 ] 
[ft 4 1] 

O 

W 1 '^W 2 

[0 15 2] 

ZKBZ^:, — jRS: ClX-a] 
[0153] 
[ft 4 2] 

R 2 




ISL JW 2 



O [IX-a] 



[0 15 4] 

0**, ISA, R 1 , R 2 &J;<7W 2 {iff|Bi:ra-iftl*4-*-r*o ) 

fcLTt^ >k^x\ it&m cix-a] *^(DKmmmi*^m%, it&m c 1 1 1 ' ] 

CI I I' ] ii^VT^iJ, 5£ 

[0 15 5] 
lit A 3] 

O 



^w 2 



[0 15 6] 

mtE#2 004-3122122 
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^--J : 22/ 



(5*;*K W 1 jsiCFW 2 (±ff)fEt|WI-«^^1-^) 
[I X' ] 

[0 15 7] 
lit 4 4] 





4b [IX'] 



[0 15 8] 

(5£*K tB, r 4 \ r 4 b isitfw 2 ttfriB^ra— *ufc*^r-t-*o ) 

tLtz^ >X^X, [IX'] £^RJ3MS#^«^ [II] tSJ£ 

frcj; »K fk^t) [ I ' ' ] tfit4it<)T?i4o 
[0 15 9] 

Wiff^Lttt [IX- a] ifcliffr&W [IX' ] KJ3V»T 

, W 2 3* 

[0 16 0] 
[^4 5] 



[0161] 
[0162] 

<k^% [in sfcwtffrfr* ciii' ] tvurim<DKiBte, fluwr, o°c~8 o 



[IX- a] ttzmt^m [IX' ] **<a^te«t«#^!i<]*Js5M\ a-Mfc 
t+jwDSL $ fcRjSteffWtfWSrJBv^ $ixj£, o°c~8ot:. U^L<ii> o°c~5 

l£^-fti<7)i> £>-C<M&li1~<2> i t^Tl, hVJK ^un>?>, x 



-etL-TtL(7)KiS1«S#i:^% [III' ] SfclUfr^* [II] fcOKJ&li, 
©^ftT, Wittf, 0°C~-8 0°C, Ut L< 0°C~5 OtTHItSi fc^TiSo 



(aft) ~ (qfe) ^D(»^^ s tll»o 



(aft) [I] fci3V>t\ ^R 1 «*?:tLTV^ 



,CH 3 




[0 16 3] 



[0 16 4] 



[0 16 5] 



[0 16 6] 



ffliE# 2004-3122122 
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^-v : 23/ 



*z/&Z fc(i7;v^^x;v*-;vi^ylf) BfiMb^$& Ci] ^R 1 K*Bfe 

^£^Lfc*t)£fb^£ir£^£ ^ 7;i^;Mb. r vMb£^s±^v*-Mb1-& i 
fcKJ:!K SniW s 't^of!ili\ 7^Mfctt-10t:~8 0t, 7~»Wfcl±5 
°C~ 8 o °c, */nfc— Mfcii 5 °C~ 8 0 ttilt^it^i^o 
[0 16 7] 

(bifc) CI] fc*5v>-c, ^R 1 ^tMWLtv>^7^MMt*t 

&*T?*£B&Mb^ CI] fi, *R* C7 5yl^^tL/*Mt^fSia 
7 5yi<7)iHI (flittf, t e r t - 7 h y * jV* - jVi^ft ^ 7iV ^ * ;v,f- 
^ v y ;v t ^ y * ;v** - ;vif ^ i 7 'J - ^ 7 ;v 3 ^ -> * - ;vi, afr/us/u 

;v^^;v^, tf^;v^;v* — ;v^^co$p§ r;vy- — — ;t^, bf V v;v^#co$p < 

4b, 7->ML *;v*-;Wb, 7 Mtf ©f Stlliit ^ i i I* 0 3 5>fcT 
Rj&fi. - 2 o °c~ 5 o *c-e«-r & £ t § * 0 

[0 16 8] 

ifc, sr 1 mi^tLTv^7 5 ;s^it^tlit*^ BKKfrfrW CI] 

CAfe] tra#**4^l±, #Hf 1 0 - 1 9 5 0 3 7#|5«^77-ffi^mCT, RJES-T*i 
[0169] 

jRS: Ci] K&\i*x^ iR 1 Ltv>i,75ys*Mt^iti 
■c*SBKKt#W Ci] W\ ^R 1 ^R^-RS-Slt^^^L^tJS-fb^^T^ y 

[0170] 

(eft) :— jR^CCl] t*v>T, &R 1 ^7^imLtv^@teM» CI] 

(i\ 5°C~1 2 0°C, ^^51^J:^K)Sii5 0 C~4 0°C, 8tt«5c£ J: 1 0 

°C~4 OCT^itSit^lSo 
[0171] 

ifc. — Ci] k*jv*t\ ^r 1 ^^i^tLtv^gfliiM Ci] w\ 

SR 1 > n*^^tl"Cv>s^b^l CI] £il7Gir-£-^« ^Utiii^ 
[0 17 2] 

SfcK, — fl&5£ CI] K&v^T, ^R 1 #7 5 y^£^LTV>& BfiMk^% CI] ti 
, ftR 1 ##;v^v;v^£#^LTv>;g>MJ£4b^t> Ci] *?fr*VXtfc&Rl&^i~tt 

— y ^ tUMJ- (Advanced Organic Chemistry) ^4 
JK % 1 0 5 4HfB«<<£>yjfe^ i i9Hife-ei*o l-fcfr*^ *^3jf*-»HfS:f-*-^^ tr 

[0 17 3] 

(dft) :-«b* Ci] «v^t, ^R 1 j^BMfcfc^frLTv** a cn i± 

mtE# 2004-3122122 
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^-v: 24/ 



, sir 1 imm £ tt-c a ^tfttv^ en * s mit* * 

, 0°C~8 0°C, h 19 ^tt5°C- 5 O o C-e0it^^T-rao 
[0 17 4] 

tfc, [I] Ki3V>T, »R X «m»^#*LTV^S^>fb^ CI] (i> 3fe 

R 1 ;v»£^LTv^^j£>fb£-% Cl] £3i7Gl-<S> - t ^ J: <9M1-£ - btfx* 

m?%2>o *KBl*. m*-l£, -8 0°C~8 0t:, b flfrtf- 7 0"C~2 Ottffli:! 

[0 17 5] 

CI] ^R 1 &&W&*^LX^2>Bmk&m CI] Ji, 

^R 1 75^^7^;v^*;v#^v;v^^^LTv^^^h^% CI] ^l7ntSittJ: 

£«di^il9, -50°C~ 2 0 0°C, - 

2 o °c~ 6 o r^iM^^T-f^o 

[0 17 6] 

(eft) : — ffisS [i] tc^-c, ^r 1 ^7jcm«-e*o-r, ^-cor 1 ^it^-fP^^ 

4>^*^o-CV^Jt#^^(±, (v^-tevX (Synthesis) 

, »1~28I, 1981 i:$Ct, -^^AL#ieg^^coffiS^^i-^, £ fc § 
* 0 M.fa&0teli. V V 7i-W^7^ >\ lis J; Vyxf V*y *;V*^y V 

-ho«T> SS^£Mt<=K ^tt^i^^t^o ttJSli, 

0°C~6 0°C. b*)t>if, 5°C~4 OttlflClfft^o 
[0 17 7] 

(ffe) : — Jt&sS; Cl] ^*3v^t, SR 1 #*gg|*£;frL-Cv*Tk «£ v> 
f Ltv^g^ii CI] ti, IR 1 ^7jcm^**"LTv^^jS<b^ Cl] 
iH^MLTV^^S^li^, TfeS^O^i (i^-trvT; (Synthes 

i s) , 11-2 81, 1 9 8 1^) KiUCT. BLm-t & Z b K £ Uir & i b § & 

, 11411*, KlBZit&Z b\z£ y)mM~?2>Zbtf-e£2>o «J£fi. mm 
OMW>T "ClUfe"*" ^ ^ b W-v § ^ o 
[0 17 8] 

— #b£ CI] £i3v*-c\ 3S?R 1 ^IM^tLtv^Uv^f t-jvS^MLtv^l, 
Cl] it, ^R 1 ^^^^^>iM^-^#^•LTv^^JS^^i; Cl] 

x«\ - 5oo-i sot, t^it, i o°c~ i o o v-eusuzmfi-r & o 

[0 17 9] 

0Jx.ff, -1 0°C-8 0°C, b*)t>n. 5"C~5 OttMClfft^ 

[0 18 0] 

(gft) : — jrsS: Ci] kssv^t, ^r 1 «i**ltv^75 ysmitv^ 

Sg»» CI] ii> ^R 1 bZ7kWi^*^Lr^&tmik&m CI] £MxJi\ 
h(D-%m (y>*y^ (Synthesis) , f 1-281, 1 98 1#) 
T ^ y^^-^iii^j; iQWk-t&Zbff-e^Zx, 
[0181] 

(hffi) : — ^ Cl] k*5v>t\ ^R 1 «*;^^J/;vi^lt5 gflMb^ 
Cl] ti, ^R 1 ^y;^;v<b$tL^7j;v^^v;v^^#^L-cv^^jS<b^ Cl] £ 
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it, /^v^a (n) , ^'7-7>>Aii^^fflv^ci7cf) i t k x nm-rz -r t 
, Siia 5 °c~ 8 o °c, M7Gi± i o °c~ 4 o "c-e^fe-f £ c: t^-e§ ^> 0 

[0 18 2] 

(ift) :— jK^C CI] fc&v^T, SR 1 ^75 K^^^1-^SS*j<b^% [I] H 
, SR 1 wmmv>iiJi'&* 9 sJH'&*'£&LX\t*&MJto4k<MlB CI] t^t^7$>{t^ 
ttzit&R 1 ^^|<7)T5 y^^^LTV^MJS<k^% C I ] t^JSI-^^^.-K^ 

m-fk^t/ 1 *m&M<Djfi£T, t tz mmfeTKiB - 1 iz x 19 m-t& ^ t & 

0 *S#3W ^ L T 14 > *;V#>lt7<7^?,7< Fi^iiK Clfffl V> 5, ft* , 1 , 
1* — ^iM 5 ^V— ;K l, 3-yy7n/\^yjv*;V>fyV5 1 — 

1 fc(iN-^fJV^;V^V >^*ffiv>S£ t^Ti-So *M)Si4> 00*. tf, -2 0°C~5 

0 °ctr^y&-r Sit § & o 

[0183] 

dm) Ci] KJsi^t, SR 1 t:*tt^i^ail^t^v4"ettt 

§#tffci=r% Ci] f4, SR 1 ^*^C*S:^LTv^af-c**^jiD:^b 

^ en *mtM (^u x. ii\ mnitTkm, mm, **v>m 

) tMt^tCJ; fc#Tii 0 *RJftJ4, «x.if, 5°C~ 5 OttffilC 

[0 18 4] 

(kte) ifcS; Ci] &~£v>r, sr 1 j&*±|b ( j ft) Jew-. MHR^aWlsStL 
fett*5IS:*S:-&^r-f*af N-T;v^;v- 4 -^;v*0 -«^) 

Ci] SR 1 «*it^*^LTv^^-e^>^^<b^% Ci] triv* 

iWN?^ Kt^^)S1-^i tCi t)lf^it^n o 2KBUSf4. fllx.!*, 20°C~8 
0°C-eM^ai^fi-^o 

[0 18 5] 

Oft) : Ci] M^t, SR 3 ^t;v^;v*t:-&£ BSMk^t/ Ci] * 

r 3 ^7Kmm^x^> & nmt^m c 1 ] £ -tft k j: »k 7 ;v * Mbi- ^-ua^ sa-r £ 

~ 8 OtfMClfrt^o 

[0 18 6] 

(mft) :— iks: Ci] ^^5v>r, ^r 1 ^*5it^«m*<7)^MW^^yS-e-o 
tl^^S^Mt^S (MxJ4\ x;V7^f-;Hf) T^^»BSMb^-% CI] {4, % 
R 1 ^ftS^MLTv^lt^^MJSMt) CI] £8Hfc#J (Will 

t&X-^&o ^KJBli, #!l£i4\ - 8 0 °C~ 1 5 0 <C, t *) frlf 0 °C~ 4 0 °CT*it:I 
[0 18 7] 

Uft) :— ^ ci] ^*3v>r, ^r 1 K&tf&m^^mm^t^v&x^ o 

fi^^^fcS^^i-^S (Wiit -e^^gfiMb^-t/ Ci] te, sr 

1 ^^S^#^LTV^^*^^JS<k^ CI] &Btft#J (#!)xJ4\ 

a*-? § &o «j£t4, w£54\ - 8 o °c~ i 5 o °c, 1 19 t>n o °c~ 4 o t-efficiff 

[0 18 8] 

(oft) I— jfe* CI] K*5V*T\ SR 1 ^7^**^tt5St^^iteMi C 
I] it, SR 1 ^*;v^^;^^#^LTv^*T^S^JS^% Ci] ZMTuWT^y 
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[0 18 9] 

O^W h (Synlett) , 4^f, 375-377 1, 1 9 9 7^) &C2jiDT, 
[0190] 

(qft) : [I] K&^x, &R 1 #M 5 j^y; ^-^Hftfcii^^iMi Fntf 

y 5 ^-^**^"t*gfi&^» [I] it, &R 1 ^7^7W7 5/ imL 

54, -2 0°C~~5 0 tt^if^i t^|S 0 

[0191] 

±12 (aft) ~ (qft) KIBft^RfSfcfflv^ig&fi, -RJS*H#L4v»»ftE"C*^Lif 

[0 19 2] 
[0 19 3] 
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{it A 6] 




[0 19 4] 

^Ltv^Uv^7;^;H^tU X 3 l±MM&*icL, X 4 tiH&St&SrftU f A 
, SIB, R 3 , R 4 a is XZfR 4 b (±ttrIBi:|W|— ^P*^^1-^o ) 

t°V y>f^« [IX] t7'J-t-MM [X] t^LT$f>|:75 

/i^iu Cxi] ^v^mtg^:jsi'#l> ih^/ cxi n £#& Q 
-fb-^tj Cxi i] o^jv^jvs^t^iKaotriLt, it&m Cxi i 

I] ^ILf:t, TUl^II^IL, <b^tJ [XIV] *#* 0 ^CV^TMb^l/ C 

xiv] Mt^t/ Cxv] fcM^BOfcKttu it&m Cxvi] Cxvi I 

] £L<ii, -ffrfrto CXI V] tik&m CI I I] £: £*ii=rKJ£&~ttL 

„ ftbtLZK&m cxvi 1 1] <ovm&iBmL. it&m civ] £#& 0 

[0 19 5] 

^m<DWMit^m CI I I] a. Wiif, TIS^KJS^co i 7 CLTMtl.i 

# & o 

{±liE#2 004-31 2 2122 
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[0 19 6] 
Ut4 7] 




Cx i x] [xx] [iii] 

[0 19 7] 

(5*;*s SUB, R 3 . R 4 a jsitfR 4 b temmtm-lS-MZm-f&o ) 
o£i9, [XIX) 4-7'J-t-^B£.(:#L, &v>tM y- h V Mba&Ktt 

1" 0 # ^ tL^-ft^ ^iu7K^m-t zzttzxt) it&m cxx) ^x-it&m cxx 

] tci 19, ffrg-fc [I I I) £#£o 

[0 19 8] 

[I V] WCI^IJ. 
[0 19 9] 

fb^-% [xiv] lbi=rt/ Cxiv] ©7^^M^fft(a 19, 

^frmir&Z tiz J: VnhtiZ* ft^ffifi. Mx.}£> -fb^% [XIV] tN-7y^- 

^ t £ t \z X *) miM1r& Z. t tfx- § & o 
[0 2 0 0] 

hy^ll/tli^y ~J )V Jr * v # ;!/ sj? — if 7^itLT 

i±, L-7x^;VT7->, L-n^v^, L — lf)V& ^y^ L-j*^*~y, 

[0 2 0 1 ] 

[I I] cd?*>, -fb^!J [I I -a] fi, mx.&, T^b^ 
&iS5£<z> J: -9 iz LXUM-f &z\t § & o 
[0 2 0 2] 
Hb4 8] 




Ul I] [XXI] [I I — a ] 



[0 2 0 3] 

(5£4>. sua. r 1 1 , r 1 2 , r 6 1 jsi^x 1 nmmtm-mM*mi-&o ) 

it^m [xin Mb^-% [v] *«7gKjt$ yibBOS^ttu m^hfi^i^ 

m [XXI] <?)7^S»fiMKitSitt:j:!), <b^% [I I -a] ;H#fbti£ 
o mTciftT^ y^bti, [Eft] tra^unitsifc^-eiao 

[0 2 0 4] 

±&tt&m [IV] 4r»3fi^*^*^«9, ^-^W^b^^b^^^LTV^^ 
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[0 2 0 5] 

[0 2 0 6] 
Ift4 9] 

H 2 N X ^. R 3 ^ 



[ 0 2 0 7] 

(5*;*, at a. IB, r 3 , r 4 a jsi^R 4 b {±ifri2tisi— *i**^r-f &o ) 

[0 2 0 8] 
[^ 5 0 ] 



[0 2 0 9] 

(^■K f A, SB, R 3 , R 4 a , R 4 b 3d £ZFR & 1 5ii±tufe |WJ-*P*^^i-^ 0 

) 

o^!9, civ] *m%mt* yttKmwtv, nbtiwt&m ci-c) *»e> 

T 5 y *o§IS ^lit ^ ^ t c J: ^ CXXI I] t&*#£*K ifcli, ik&m 

CIV] tT>^~T=lrfflv^TS7nKlT5 yfbKJS^#-Tii:^J; i?, (XXII 

[0 2 10] 

Sfc. *Hi©Ift^t©H, -«5* CI I-b] 
[0211] 
[ft5 1] 





61 




CI I — b3 



[0 2 12] 
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30/ 



x~7F-£ti%it^m&£v?—$-i$: [i i-c] 

[0 2 13] 
[ft 5 2] 

R 53 0^ 




NH 



CI I-c] 



[0 2 14] 

[0 2 15] 

[0 2 16] 
[ft 5 3 ] 




[XI I] [XXIII] [I I — b 3 

[0 2 17] 

ojd, ft^-% [xii] £it7uu ft^tj [xxi i n zn. wbtifzjt&m ex 

XIII] 5 s&<D®L$m*ffi ztizx *K ft^-% [I I -b] ZMUk-tZZtUfi 

[0 2 18] 
[ft 5 4 ] 




[XX III] [XXIV] [I I — c ] 

[0 2 19] 

(5S»K SUA. R 5 3 &cFR 6 1 li«fEfcH--«;i5tc«: ) 
f fc, ±|B^J;^ KLx%bthtz4t&m [xxi I I] o;kBafefcll&**ai*AU fti=r 

% [XXIV] #^tL/cft^t) [XXIV] y^O^K'Srfi 1 ^ £ ± *}• 

, ft^-% Ci i-c] ifijitJi^t^o 

[0 2 2 0] 

fti=rtf [i i-b] ^irf [i i-c] Kit, 3fe^*tt#3W*E-rs^ Huia^ft^ 
[XIV] 0*^«i:RI#0^tJ: 5 d J: D » 

[0 2 2 1 ] 
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o 

[0 2 2 2 ] 

*M«B*K*v>t, 7;v^;v^hf±, fljttf, if-jwat, T'nejvl, y 

yntf;vafe. ff-^m, ^V^fJH, t e r t-7*^;V*. 'fy^V^*f, FtlHSfc 
i ~ 6 coitMf fcJi#tt«<0T;i'*/i'***i*u L< «^*afei ~ 4 
■f&o — i± N Milf> kf~;v3fe, T'J-^i, 7°n^-jH, ^fy/n^- 

m*m%L, ffiL<(±Riti-4©^©^tB$U 7;v#/^;i^hte. WAif, * 
7-bf-;vl> ^ntf^- — ^f-V^H, t e r t — f'f-^ij 

jvtf-jvmm, j^XS: l ~ 6 AliM*or^* >i/**ti*L, ffiKli 

RStSfc 1 ~ 4 (75 £ ro*ti*tSo i/?n7Witli, y^ny*nt:>^ v 

^nyf;i/i, vy- n^7-f-;V3fe. v7 n^^v;!-^ y^OA7°f-;v^ v^n^-^f- 

[0 2 2 3 ] 

1 

N- jl- (3, 5 -tf7> h y -7;v^-n^ 7 l -7 -N 

-^f;V7r/2. 8g«f h5tKn77>5 OmlMCl, 1 '-*jv>f ^jVy-f 
5 *?V*-)\< 3 . 2 g 4riHIx."Cjt«E^f ! l 1 T 1 6 R#^«Ltc 0 R»T?lL SI^fiLt 
t7jc^tnx.T^L. tffi * £ 2 07M5fc, f£'J^ fiftfSL^o »7 
-feh-H;;V50ml 3>>^f ^3 m 1 7 0 tt?2 Bf HQ Lfc 0 

$^IiLt, h7tKn7 7>5 0ml*ill£> (2R, 4S) - 

4-t Kn^y-2-(4-7;vtn-2-^f;v7x-;v) tf-^y v?7 2 . 1 ghf'Jx 
f;V7 5 7 1 . 5ml SrJW^fc&nx.r 7 0 1 6 B#M»L*r 0 RJtS*ift«r*i»LT\ $1 

'J*W7A7D7^57 I ft^^^;V=3 12) 7rff §£1"& £ i &C 

£ *K Tffi^l^IBtt<75 (2R, 4 S) -1- [N — jl - (3, 5-^b'J7^n 
^f;V7i-;v-l-^f;i/) 3-*f-M -N-7^;w] T 5 7 2 - (4-7 

;v^n- 2 -7 f;V7x^;v) - 4 - t Kn^ yt^'J y> 2 . 2g£#7c 0 
[0 2 2 4] 

(2R, 4S) -1- [N — |1- (3, 5 - tf7 h y 7^tn^ f;V7i-^- 1 - 
^■f-fr) ^■f-JU] -N-^-f-;V] 7^*;i/^-jV-2- ( 4 - 7;v^-n - 2 -7 f;i/7 
x — ^) - 4 - t Kn^f y V -77 l 3 2 m g f 7 t Kn 7 7 > 5 m 1 if I:, 1 
', 1 ' - *;^--;^yM 5 ^7-;i/ 4 2 m g ^Joi, 2 Bf r«Lf;c 

i:x77-;P75 7 0. 3ml £JJll;l|S|i&-? 1 TOS^^L^o 3$ 

S*y'j*^;v*7A7nv^77 ( n 7 : SRif^= 1 : 1) 7?ffimir& 
Z.tK£*), Tffifl 1 StfBftO ( 2 R , 4 S ) -1- [N - jl - (3, 5 - tf 7 h y 7 
ji/*o^f)V7x-)i/-i-if^) -N-^^-;v] 7 ? y jj)v^-)V- 2 - ( 

4-7;v^-n-2-7-7 i -;i'7jn.^.;v) — 4 — ( 2 — Kn^yxf^r 5 -/ 
^v) tf^y y7l 2 3 m g *%tz 0 

[0 2 2 5 ] 
HJfeW 3-4 

nmm^m^m^x, mmm 2 1 Hauc&si-*-* c t k * 19 , tib^ 1 miem^-fb 

tfl§E#2 004-3122122 
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[0 2 2 6 ] 

HMf!) 5 

(1) (2R, 4S) -1- [N- il- (3, 5-^h'j7;V^n^f;V7i-;i' 
-l-y^;v) -i-^;v} -N-y-^;v] 75 7*^^-^-2- (4 -yju-tu- 2 — > 
^;V7 -4-t: Fn^rvtf^'; >?>2. 0gOff5t Kn75^2 OmljfSE 

IMltRitl . 6 6 g^iO i >'J7x-;V7*7>7^yi. 3 1 g £ Tin*.. iST, 
2|f»L/: 0 ili:vxf;vx-f;V8 Om 1 SriJPx., M*Lt^ *flttLfc^»» 

iixf;v=2 0 : 1^10 : 1) tilf^iitJ: , TfBffl mfBf^ (2R, 4 
R) -4-^n^-l- [N — |1- (3, 5-y7J^n7x-jV-l-^fJV) -x.?- 
;v[ -N-7^-;l/] 75 7*iV^-iV-2- (4 -7^tn - 2 — * f Jl/7xx^) 
V y>2g *%tz Q 
[0 2 2 7] 

(2) ±fB (1) T*ff)Wdt^i2gON, N-y^fJ^tJVA75F2 0mlil 

c 7ai. 14 g ^in£. 8 o°c-e-i^»L^o rjSW^^l^ 

0 *^;v^ n-^ h - (n -^3^> : S£g£j.f-;v = 19 : 1-3 : 1) "CIMH-f 

SifcKiJ;^ TIB^l^iemo (2R, 4S) - 4 -T -1- [N — |l- 

(3, 5-y7JVtD7xrjV-i-^fji/) xf -N-7^;v] T<y*;V^— )V 
-2- (4-7JVin-2-^fJV7i-JV) ^'Jy>l. 5g£#7c Q 
[0 2 2 8] 

(3) _h|E (2) t# f> tL/;ft-&!| 2 9 0 m g © ^ ^ 7 - ^ 2 m 1 itC, 3 >Mfc7 
;v 0 . 2mU2 M7jcm4k^- > V 7A;Mt 2 m 1 JkKuk., MUX—m^mWLtz 0 KB 

TJPx, ML£ 0 »S*y'J*Wn7^77^ - (n-^^r^>:I^ 

txfjV=6 : 1) T'M-r^)- t KZ i9, TIBUlRiemo (2R, 4S) -1- [N 
- |1- (3, 5-77Wn7x-;v-l-^f;v) x-f-M -N-7fJ>] 757* 
;V^^;V-2- ( 4 - "7 U - 2 - ^ 7 jl — ;V) -4-7f;Vf tH°^'Jy>2 3 
Omg^fTto 
[0 2 2 9 ] 

(4) ±1B (3) X»%hthtzik^mi 2 5mg©7nn*W5mliSC, 3-^n 
nl$lfl2 0 Omg^jDx, M^-««L£o «§t f 'J 7A 

57^- (;nn*M : y *y -;v = l 9 : l ) -effi^l" & TIBS l StfB 

fc?) (2R, 4S) - l- [N — |i - (3, 5-^7;vtn7x-;v-i-^f;v) ^ 

-N-7fJV] 75 7*;^f-jV-2- (4-7JVtn-2-7f;V7xx;V) - 
4 -y ^ >y ;V*-;vtf^'J l 2 0 m g £#fc 0 
[0 2 3 0] 

mmm 6 

^sft^^fflv^, mi^a 5 ( i ) - ( 3 ) t mmztem-tz z t k x 19 , tib 

Sl^iamo (2R, 4S) -1- [N — |1- (3, 5-^7^n7x-;i/-l-^ 
a.^;Vj -N-7f)V] 75 7*;l'!px;i/-2- (4 -7^tn- 2 -7f JV7x 
-;v) -4 - (2-liKn^yxf;vft) k>'Jy7^!f;„ 
[0 2 3 1 ] 
HJHs-W 7-10 

ttjBmm^zm^x, mmms (d - (4) tmmmmir&z tizx 19, tib 

£ 1 Sis i & 2 StfBm^b^tl 
[ 0 2 3 2] 

«m 1 1 
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(2R, 4S) -4-T5/-1- [N- U- (3, f 'J 7;vtn^f ;V7 

•x— l -f-;v) -n-^^^] 75/*^*->-2- (4-7;v^-n- 

2-^fJV7x^;V) t"^'Jy>l 0 4mg(7)N, N-y^f JV*;^75 Kil5m 1 
i:3-HFn^fy-3-^fJ^^|2 5mg, l-J.-f-;v-3- (3-y^fiV7^ 
7 yn tf;v) ^ FmS^3 1 mg&itf 1 - t Kn + y- l H-^>V*1> V T 

V'-;V3 8mg*l)Ditiiat-|ia#L/:„ SJfcigifcfcffcife^^-Cft&tfJ L/cflL 
«f &3£ftJ A^Tfc-C 2 J£ft. IiLf;„ 5H^y'J*^>*7A^nvh777 

-f - (n--^^> : 4:1^2 13) "CJfilSii-^i t ^ J: »K 2 ^ 

§Btt<0 (2R, 4 S) -1- [N- jl- (3, 5-af'j7;Vtn^fjV7x^jV-l 

^)]/\ -N-^f-;v] 7^7*^ ;V — 2 — (4 -^JV^n- 2 
7x.-jV) -4- (3-tFn^y-3-^fJV7fn^)V7?7) t^'Jy>10 3m 

g fc#fco 

[0 2 3 3 ] 

IdffeW 1 2 

MJ&MfHt^%£fflv>T, »J1 1 fcRMSfctcAfcai-Si t KX TffiSI 2 StfBttco 
(2R, 4S) -1- [N- jl- (3, 5 - H*^ > V 7 t n ^ f 7 x ^;V-l-^ f 
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